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A/ 3- + As & . 3 - ( 2 - < s 9 T 


•> 


As 


7 x -> * 


•» yo^i, 3 - { 4 - { 2 - 


( 


4 


- ( 4- 


t KD^>>7x-A'^A'*iA') 7 






* •> 3 K 


x A v 7 5 ✓ ) 7 i — A/ ) 7* a t' ^ 


& 




2 - ^ h 


* v h y 9 *> a^ ft , h y 7 a* * o > 


T 


As 


ft. > 9 


D-C^x1,ft. r?-(2. 4->'- 


t 




T i A, 7 


x / 4^ ♦>) 7* a t: A/ ft. 7 y - 




ft 




. 7x~A^ft. 4-t-7***A>7 x 




;u 


ft. 2 . 


4->*-t-7cA/7x-A/ft. 4 




7" 


f 7 f A 


V 7 £ K •» * ~ As ft . 9 ) • ^ 7- ° * ft 


(fx * 1/ 


2 - 7 'J Aft. 2 - * - A- ft . 


2 





y i * - * £ * a - v * r / v * « . 

$ ) . 7 £ > 7 * 3 * > £ ( H i *f > »- * > 

4 . x f * y £ • 2 - > ► * * * * * > * • 2 " 

(.'f ^x^«>|, 2 " / 5 V * A' * - * * * 

* •> £ . * r »j - (Hitf. 

■/*>£* 2-/?-A'7x>'*>£. 4-1-7* 

*-*7x'*f£. * > • 7f»T I 'X (Hi 
|f 7U7U'|, * * * 7 S K £ - 7 K 7 r 
*VT I K£. a - (2,4-->--t-7;JU7 

^ / * * ) 7* * A> 7 I KS. r - ( 3 - t - f + 

^-4-tKo*^7*^*'>) 7* * * 7 S K 
A. a - { 4- (4-tKo**>7x-A'*A'* 

— A/ ) 7 x / * > I t fj yr i K £ . # ) . 7 ~ 

>J/t («ittf7xi*7W*, 2 - ^ o a 7 

— V ' £ . 2 - ? □ d - 5 - 7" h 7 r tJ y T ^ S 
7 - tj y & . 2 - ^ a a - 5- h'f 

A. tf^A/7 - •;<>£. H-7tfV7iV/«. 
2 - ? a a - 5- { a - ( 3 - t - 7* ** to - 4- 

t K O *■ •> 7 x ' *■ ) F 7 A > 7 : H 7 y 

y S . 5?) . •> u 4 K £ . H i If . ^ x - ^ ^ ^ 
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4 K £ . /f*«)MFl, H , NW/^f ^•S' 
u 4 KS. $ ) . x^77*4^7i/£ (Hi 
If . N . N-i?/De/UXA^77*^7W 
JS, N->*-A*-N-7 r >A'*A'7 7*4A'7* 
^£. 5) . 7^^f*l (Hitf. A*to* 
* £ . *?****£, f-h 77= >*-*-*£. 2 
-7x^ 3-7x/**7*n 
*•**-*£. 3- ( 4-t-yf^7x^'>) 
7* a t? A, * £ . S ) . 7 y - /U * * £ < H i 
If. 7x-^f 2 - 7" h * «> - 5 - t - * 





to 7 


x ~ A' * 


* £ . 3-^y^f->^7ii 




*£ 


2- * 


A***>7x—A>*-:t-£. 4 - 


X 


h 7 7= 


ft yy i 


F'7x-^r*«. $ ) . r to 




* > X> 


a, * ~ to 


7 s ✓ £ ( H i ur . a v a 


A/ 


- A/ 


7 c / £ 


. 7" Y 7 T to 1T *S ft to — 


A' 


r i / 


£. $) 


. x**'/7i K £ ( H i If . 


> 


9 y * 


A, * ^ 7 


£ K£. ^4-iff*y^A/*y 


7 


l K£ 


, ^ ^ -tf 


yXA-*y75K£. p - \ to 


x 




t.^7 ; 


K£, it 9 9 9 iyy Xto* y 7 




K £ v 


2-/1- 


A, * * ♦> - 5-t - 7*f^o 



<yx**y7l K £ . % ) . * a^< * 4 a, 
( H i If . N-if^*^'<tU|jl. N.N- 
;;7tA'/JA"<*4A'J&. N - ( 2 - K X *> to X 

* •> x * AO N->*A*-N- 
K x * A^ A to'<* 4 A*M. N - ( 3 - ( 2 . 4- 
>- - t e r I - 7 • A, 7 * ' * > ) 7* ° t* to \ ft 
to '< * * A, X . 3 ) . *A*7t*4A<£ (Wi 
If. N-xf^?/l^7 r*^^i, N . H - *s 7* 
u£)\,*fi,?r*4to&. N - ( 2 - K r > A' * 
4^ •> a. ^- A/ ) ^A'7T J t4A/JK. N - A/ - N 
-Kr>A'7A/77*4A'A^. » , N - '/ * 

^ ^ 7 T * -f A, « . » ) . * A, ~ A, (W-i 

If . * 9 9 > * to * - to 

& . \ y I'^A't.-A'*. i y 7 A. rh - ^ 

£ . * ) • 7/l d (W^if. > 

h * ■> « A, # - to & . 7'fA'^^C/AA'^-A/ 
£ . K T > A/ * * > * to --- A/- A!s . * 9 9 T > to 

* *- As * - to % ) . ^ -r o tfJ * *- > £ 
( W i If . |-7x-A>7-h7y-A/- 5 - * * 
y * . 2 - x h ? f- K a t* 5 — A/ ^ * > £ . 
^ ) . 7 •>**•**£(*!*. If. 7 * I- * y £ . 



5?) . 


ft 


;U /< ^ 4 A/ * * 


•>£ (Hi If . N - > 




A/ 2) A/ 




* 4 ;u * * •> # 


. N-7x-A^»A^^< 








♦>fc. ^) . > 


H * * •> A ( H i If 




I- 'J > 




to •> x ) to iF > 


£ . 7* A- / r to > 


y 


to * *■ 


> 


£ . ^ ) . 7 


- to it * y ft to — to 


7 


i << £ 


( W X. If . 7 x / 


*■ > ft A, — toT I s & 


^) 




^ S K* (Hi 


If . N - % 9 -> y H I 


K 


£. N 




7 7 to i I K £ 


3 - it 9 9 t -t — to 


7 


;u *> y 




£ Ktf. 3) . 


^7D»x^£ (Hi If 


2 - 




^ y" r 7 / a. 


^- ^ & . 2 . 4 - ^ - 


7 


x y * 


> 


- 1 , 3 . 5- 


MJ7'/-^- 6 - r 




£. 2 




t* •>* >u r * £ 


. ^ ) . X A/ 7 < — to 


£ 


(tt ^ 


If 


K r * y * to 


7 < - JU £ . 3 - K y 


9 


r i- ;u 


7 


a - A/ 7 ;u 7 -f 


— A^ . 3 - 7 x 7 ^ 


•y 


7* D f 


A/ 


X ;U 7 < A* £ 


. $ ) . * * * ^ A, * 




:<w ^ if 




7 x ' * * 


rf. - to &. * 9 + to * 


*■ 


■> * ^ 


Tt; 


- A, M . 7 x - 


)v * % * - A £ . ^ ) 




7 'J — 


to 


* * •> 75 ^ 


to JK ( H i If . 7 x ✓ 




> * A/ iH 


-A,«. ?P) . 


7^1 (Olitf, 7 




f- to& 




3 - 7 x — to 7* 


a /< J \ a, . ^ y '/ 


4 



»H «B GO- 130 77 9 (9) 



A- ft . 4 - K-r^A^^y^y/^A-ft. * ) k 


5 . s - 


y 9 7 As it a ^ y * 7 • K ft . * 7 




5 y X As * 


y 7 £ K ft . p->7-'7*-A>«7U 




< K*. N 


, N - O + As s\ As y T * s .4 As T I 


a*;****) . 


' A . 1 - 


t' < «7 v* A, ft . 5 . 5 - *y* > f As — 


y ittt-ft-fl* ? v * tt + 7 * ► * 


2 . 4 - 


* *- V - 3- 1 


•> ft . /d/<; -« v / < *> * *■ •> 


- v s? * 


- i K *. > - J-t^/M-^/SS. 


ft , 2. <--^DD^y/Ut*->|, x ► 


2N - 1 . 


1 - 'y * * y - 3 ( 2 H ) - * * y - 


^C/rt-^tfolA-**;/*, ^A'lf — A/**'> 


! . 2 - < 


v */ 4 V + 7 V *) 2 - * ± y - 


ft . •yy**^*****. 7 * / * •> ft , « - 


1 . 2 - * 


t K a - 1 - tT V * - * ft . 4 I ¥ V 


'>7S7*/*-->*'JK. I - / * y * * * y 7 £ 


•7 As ft , e 


r/U*. 3 , 5 - •>* x * A, - 1 . 




2 . 4 - h 


9 7 / - A- - 1 - < 5Xli 6-7* 


•> ft . a - * 7 h * *> ft . 3-'<>^7 r >A.7 i 


a * < y / 


h ')7/-^- 1 - -f ^ . 5 - * f- A* 


* y ft . x y * * *> c a - a- * * •> . 


-1.2. 


3. 4 - h U 7 '/ - ^ - I - 4 A- ft . 


x h *> ft . 2-->7-/*f*5'ft. 


y * 4 c 


/ 7 9 A/ ft . 4-/h**>7x-A-7 


> ft . ?- 7x*fA/t*>A. 2 ~ 7 x ' * 


•/ ft . 4 - 


fc # ^< O < ;u 7 : 7 7 * — A' 7 7~ ft . 2 




- t K o *■ 


>- 4-7*D/<y-fA/7x-A/7y 


A. 2-<>/t7/Ht^>|. $ ) . 


A. 9) . 


<*v-|*7--caiS-i-aft(tt*if. 7 


K( ftifMt&l ( 04 *. 1/ . y * v * a, * y 7 


x - ^f t 


£ . 2-aA>#*->7 Jt -A/?-*ft. 


5 Kft. N-.x*-jl/|>JUxyjiA**yT5 K^. 




5- t -*-??-^7x— A'*"* 


^7 4 *7A**D7**y7SKft. 2. 3. 4. 


& • 4 - / 


? y x - vf tA. 4- 



*^^y*A**y7£K7x-A*f-*Jlfc. ^ ^ *>" 
A. * * ft . 2 - y 7 / x f- A* * * ft . | - x h * 
y /3 A/ - A/ f »J r •> ;u f t i)i , 5 - 7 x - A* - 
2. 3. 4. 5--rh7 7'J A- -J-*/*. 2-^y 
y f- 7 / A, ft . * * •> 7 ✓ ft . N . N - 4? * * 
n/*-*/>;U!t*-=-A'f-;*ft, K r •> * 

;U * ^ * * ft . 9 ) • T»tt-T & ft 

(f*l *. . * U 7 x - A> > + As ft . t K D * V > + 

A^ft. N-*A/*«;y/^vft. 



Re V 

i Wn 

- ? - Vs. 

R 4 



(HRj , R 7 li A * « r- . 7 ;u 4- a- ft , 7 U - 

;uft. ^xD«jftt*^u. R 4 . R 5 ^ t r 

ii* A L fc t MA C ft (* * * t i . V ) • * /< *> 
t^A-f«& 2toOft4:?^^iTL < *< n I* . 



R 4 . R 5 uaftXti*B«07A^4-uyft. m 

^.<f. / f- u y ft . x^-uyft. 1 . 1 0 - ^ ■> 
uyft. - CH 2 CH 2 - O - C H j C H 2 - . 
5?) . aftX<i*H«07x~u*yft - 
i t 4 - 7 * - u y ft . i - 3 - 7 x - 1/ ^ 

ft. 

CH, CI 



-H- . 




* ) . 



CI 



-NHCO-R 8 - CONH-ft (Rg tiHftk 
u < t±»Hlft<07A,*uyftXa7x-u yftl 
£ h U . * If 

-NHCOCH 2 CH 2 CONH. 

C H n 

-NHCOCH 2 C-CH 2 CONH- 
C H 3 

«: Hi t . ) r ^ 6 - 

II. 5 - bill. 2. 4) h 7 / - A/-*4<*<7) Ai^ 
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/ 



/ 



/ 



VP® 

CH, 
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105-107 C 



2 



® 



CH, 



87 - 88 C 



/ 



N NH 
CH, 



2 74 - 275 C 

( am ) 



/ 



c vV CI 



CH, 



25 0 ~ 25 5 C 
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13 

"-C..H. 

HO-@-SO l -^-OCHCl«-®-(CH t y 

N NH 

HO-®- SO, OCHCNH -<5>- (QV, 

5 H 



15 



N CH, 



CACCH,)/:-^ OCHCNH -<5>-(ClVi 



16 



acmvA N NH 

CH, 



0-C.H, 

C I H,(CU») I C-<o>-oCHCNH^o>-(CH,), c , 

CH, 



17 

% N NH 

18 

n_< r A n^v 

C^CCi^V: OCHCNH -®- (CHA ft ^/ 
acivycft N NH 



CH, 



10 



CH, 



^ NH 



20 



KO -®- NHCCHO OH 

N NH 
X CH, 



21 

n-C 4 H, 

Qi^ccH^jC-^cxr^orw^^cH,)^ m 

V N NH 

CH, 



22 



n-C 4 H, 



C,H,(C1IAC -^-OCHCONH-^-CCH,), ^ 



"N Nil 
CI I, 



( £9, co»«) 
* « »W J: n if . A7-^H<o^^y?^7' 

* * > ^/ * w m * & * * a o ■*> rw <* 

6 t* 7 '/ d ||, 5 - bill. 2 . 4 J h >j 7 / - * 2ft 
C <r> <t A ttj li . * * * - tt 7 : V <7) J* ft 't I* *5 

tAvyvytfLT. J* *> r *j £ 1/ r * o '<* * 
cot'7/Dy^0>fbJKj:ij. x . «fc ¥. tt ** « n 

A ^ * 56 9J 4 M Jfc 1H k. & ^ 3 ? h ^ X m iz &w 
t 6 . 

**<*1 I (.toiiitftto I. 2. 3<D&|*) 

C A ) 1 - 7 • / - 4 - y .1/ - 3 . 5 - > 

+ >\, \ 7 y" !/ "> a 3 - K ( 11 ) Co ft t& 



- 793- 




MM (D) 



* tfiUT(7)£Jfctt*. (D) Ht. ^JiWt) 
<=> V* R *J . C C7) I - 7 £ ^ - - 3, 

5 - * / + As Y y 7 / 9 -7 * 3 - *J K 4: «! Ml L 

(!) r ^7*f^tn^ v nmftto k * y 

n h n 6 2.S - V / * As - t . 3 , 4 - * * * *r 7 
(TO) 19 g ( 0.19«ol) ^^^7 i v 
31 g ( 0.29 iol ) tllO tt 4»$ initio S * . 
4 - > ^ - 3 . 5 - i/ / f- As — 1.2.4- Y y 7 
V~ — As (VI) 26g*f#fc. tt*73%. «tt 125 - 
127 1C. 

t K D # jl 7 i / - O - ^ ^* '/«|66b 
( 0.58«ol) £ Afitft ft l ) •> i* 40 g (85%. 0.61 
iol ) £a»fcfflMLfctKa*.>A,7i>-0- 
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?.v*:,|it*y*AoA*«*J:adr- V 7 / - Ay 

(VI) 75* ( 0.4.ol ) it80~90tt 6* M & 
SI^RLtO^ 50%<OK* *> y * * 
A»«TPH 8- 9K3l»JLfc. <fe*Lfc*«* 

*> i r- y 7 / - /U#4 4 g (53%) feltt ? n fc . A 
»**rtT57%3 ?ftA*fit***-C p H 3tt 
6i«A^tt(Htfc. co«A**JWL, - 20T 
n^-^^eiiiMAticu^J (H) 33 

g (31%) HMfeM&ntflifc. 

(i t) Y i s itm t LX O - ( 2 . 4 — — K D 
7 * — A/ ) k Fd*.>^7 • x(J. Org. C h e » . 38 
1233 ( 1 873 ) ) t«WLt, * <0 J: ? K L T 

( II ) HAUw. 

4 - < ^ - 1 .2.4 - r- iJ7/-^ ( VI ) 35 

g ( 0. 13 sol ) £ * d □ i $r > 300 mA H /TO 

x , 7oic k jmmr^m u < mrt l . c^^co- 

( 2.4 - v h n^i— A/) t h' □ * •> ^ 7 i ^ 
25g ( 0.13 .ol ) HLfo (tfj35#|U! K 



y) /rax.. ?^^c<7>ai«r 2B*RIHtltUfc. *-? 

0 o □ i 9 100m 4 0)A^ tttf 

fcilfc^U. 57% <o 3 ■> ft A £ ft* A# ift T p H * 3 
XL U . 2.4 - v T - h o 7 ^ / - ;w Mr 01 L T < 

6*. ftrttx^/urttm ( 3N )U"C»J;Lfc. 
A « * fi u . ft i* * ^ * / - ^ t»h i'i .V. ? 4t 

T ( U ) * 70% Till fc. 

# . 7 2 / ft fc U T . O - >* 7 * - As * 
^ 7 < /I/ t K o 4- *> Ar 7 i ^ (Sjnthesis. 

592 (1382). Tetrahedron Lett. . 23 . 3835 
( 1 982)) tttJII**«ftfc»*l*MaftCtr - 
47> ifl f> . 3 ■7ftjk3**-e*if.ft. Milll-TACt* 
< s? 7 x - ;u * x 7 4 y«**»Ki:y hi «W 
(90% U J: ) tK4««T*fe. 
(B) 7 - 7 * * A" - I - y A/ - 2.6- > 
f-jieT? / d [ 1.5- b] ( l .2.4] * y 7 / - 
;u ( 1 ) <D O lA CH 3 



(D) 




1 



N - 7 is h y 7 */ y A 3 — K ( H ) 8 g 
( 0 . 0 2 5 ■ o I ) D M F ( ■> >• f ^ * ^ 7 ; 
K) 50m £ Kft^U. lArtmHniHJtoi. 
120 *C K Jtofli L fc. ft^Tlftfllt r 'Mi.12.5u 
t Jta ^ , 120-130 -Cr 4B* Ml It I* L . 
D M F . * A fit ft* /5c ^' t tt Ih W ft . ffl 10 1* m 
+ t- y ^A«?«riliMtti: U^co^^Dorn ;u 

r J* fb L . Wi Ms ft * ft A «t « -r ^ * •> * t «6 
«ft. «M4:W?^L/t^C6»l{iO«ltt«9i>Ht»»=> 

>v - I - ^ y - 2,8- > f jHf? / o [ 1 . 

5 - b ] [ 1.2.4) h y 7 / - yU(J^) 3 . 2 g (47 

%) ftt.^ 105- 107 V 

♦A « 55 M «S ^ ^ ^ ^ (CDC 1 3 ) 
6 (ppm) : 2 . 3 6 ( 3 H . s) 2. 43(3 H. s) 
2.60(3H. s) 5.30(2H. s) 7.0 -7.2CH) 7.2 
- 7.36(3H) 

( C ) I - y V As - 2 . 6 - •>* / + As XL 7 y " d 
[1.5- b) (1.2.4) \ V r y - >\s{2) OOlA 



79-1- 
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CH, 

I. 2g (7.5 ■■ol) *20m A <0 ^ * -> - * K 

* ► y?A<7>«8*i*8*-ciaJSttK t fcto *>mm 

xf A,tj4lllt6Mil?«»ftR7*f^<b i- 

< *J Ar - 2.8-^/f-/Utf?*/D [ l , 5 - b ] 
( l , 2 . 4 ] MJ 7 / - l . 8 g (95% ) * fl» 

► * (CDC I 3 ) 
6 ( P p m) : 2.32(3H. s) 2.44(3H. a) 5.02 
(2H. s) 5.22UH. s) 7 . I 0~ 7 . 40 (5H) 
(D) 1H-2.6 -is/j-AsXr'Sa [ l ,5 - 
b ] [ I .2,4] (3) O^iH 



CH, 

N NH 
CH, 



-bill. 2 . (U 'J7/-Jl{£) l . 6 g ( 7 . I 
■ ■ol) **^7y*-7^W 0.8 g cr>&« K V 
ntlxU BW^tfi lH-2.6 
e 7 / n [l .5 - b ] ll .2.43 Mi7/-A/(3) 
0.67 g (7 0%) Ufe^ttAUtllfc. *A 
274 -275 "C (*>M) 

» 1 *>tf 136 ( M * . 100%) 

ft tiiA C (%) H (%) N (%) 

J2ttffi 52.33 5.92 41.1 5 

IMj£« 52.85 6.02 4 1.01 

UffiaK**^* u (CDC l 3 : tf y & y - 

d c -1:1 ) 



6 (p pm) :2.35(3H. *) 2.4 3(3H, s) 5.50 



(1H. s) 



<U) 




*# 16 lt*lfcN-7iy MJ7'/Ht 
3 - •>* K ( D ) 5g ( 16««ol) t 5 !S W co ft A 7 

y x 61 30 g ( 79«»o l ) Ar/I- 'J / o t* ;w 7 ; *✓ 
Ug (77«bo1) t DM F lO0mA»|» 1 40 - 1 50 "C 
-C*<> 10*W)Ai& L fc. DMF*x/<rfu-*-Cl* 

U . 2 N <D A« * ► U ■> ^ A ft tt 4: Jta *. I 'i) W 
y . '/> tt u . A /* * ? <=> ^ 2 M Mi 

*> . ifc « ^ * > ■> tr * » I- • W 6 n fc « * k 
fi IB ftt 30 m tt i ^ ^ - ^ 50 m i t i »<J 4 III) 



ttiHfc, a ** <o » * il * *t . •> » n # A, *3 7 
ix-cM«U. I- 0.8g (14%) ffl 
it . 

MfcSLA**'*? U (CDC 1 3 ) 
6 ( p pm) : 0.88C3H. brt. J-~?)t. 30(20 
H.bra) 2.40(3H, s) 2.60(2H. t. J-7.5) 5.03 
<2H, s)5.25(lH. s) 7. 10 ~7.45(5H) 

ceo i-^y»i*H»7yt-7'l>t MJ 

* fH*UtOto *<j9q%<di(X* -c#fc. * & 154 
- 155 "C 

3) (tt;Mt6tte|^6A) 
CeH l3 



(Q) 



n _ ^ ? * v m 7.2 g (5 5»«ol) t'//f * + 



h';-D-/DtrA,rs>'7.9g (55..0D * to 

* ju * o y K6.1 * (5i««oi) tMTltAix 
fc. io#rui*a-c**ft. N-71/ tvr/u 

**a-£?K(ll) 5* (15.8«.ol) £ V »; - n 

150 -c^ad^u. ^a«t« 5i*wj«it u 

^A«fi 100 m A Jto x_ . ft«if^i:j: U 3|«l 

* •> * a±-c«£* Ufc. 6 **«nffitt «k 

( 17 )( R , =-C H 3 . R j =-CH 2 ^), R 3 = 

~ C 6 H 13 } 

* 2.3g (45%) Wtt. 

cn*£** \<T) (C) (D) -c^Ufc^2;i»r 
i 'JK7'>vfl:J^R^y»<btfii e* 

1-0* (88%) #6££#-C$fc. 105- 
110 *C 



RB5J60-190779 (14) 
(A******* ^ (dmso - d 6 ) 

« C P P m ) :0.85(3H. brt, J-~ 7) 1.32 
(8H .bra) 2.45(3H. ») 2.58(2H. t. J-7.5) 
5.60(1H, 1) 



(D 




7 



(U) 1.0* (3.18i.ol) ***DMF*> 8 
mAK**L, *Ot3«4*fc**£j&§« 3.8* 
( 15.8»»ol) M'J-D-/D^7;y 2.3* 
(IS.Saaol) * A) * . 1 30«C "C 24* fU] *J * If f* L 

*ftx^r / -^30oi, fli&fitlOmUJbi S EJ 

*. »»^^ju-cttmu. * . fi ffi ft . *>y* 



0.2 g (22%) htl ft . 

« « 5U* * * ^ * (cdc i 3 ) 

6 (ppm) : 2.35(3H. s) 4.95(2H. s) 5.65 
(1H. s) 7.05- 7.50(8H) 7.80(2H. dd. J-9.0. 
1-5) 

1 - y 0.2 g (0.63i»ol) *Jf*tt7> 

* - 7 4' 0.05 g (?>+ Y 'J * r S Jc L . II (ft £ -t 

* _7*0.12g (87tt) At ^» — 190 T (5) 
#) 

C£MSW 5) ({*;f><t6fc 8^ Jh7)Aj&) 
C^OCXXCH,), 



CHaOOCXCH,). 



(ID 




1.00 g (32«io I) (7) (II) ^ 15m 4 (7)N - > f 

n, e o m K y ^ to * . ?& U v m It t . :nniA 

o £ A,T i *s 4.8m " <t *JWK*J*., 130-C CO 



A Tttr> U fcOOOm SL X2). » rH ^ ^ 4, » % 

>*'-A'30mA£je4 J flt20mfi*Aj*.. 71* fli 
AnttiBfcLfc. ftijlfc i * ✓ - a, * nt£ fi ft U r 
I**. 100m A Kits'. 4'rtlLTpH 

7 £ L O *> . 4/T)||){lafc( 50 mA X 

3 ) . ftt«if ^J»i)IAK|liT^^.>^ LTfe 
**Lfc(7>*>g|gL. •> y A ? A< ft 7 I* (20g) T 
M»UT^ 0.16 g (17%) * Mtf £ L, t N 

« 55 M « ^ -< 9 Y A, (CDC l 3 ) 
* (ppm) : 2.42(3H. s) 2 . 60 - 3 . 1 5 ( 4H . 
■) 3.63(3H. s) 5.02(2H. s) 5.26(1H. s) 
7. 12- 7.S0C5H. ■) 

X*5>«« C(%) H(%) N(%) 
if 64.41 6.08 18.78 

64.^2 6.30 1 8 . 5 5 
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t*fc. MA 120-122 X 



ft) 



01) 



CH, 



n- C|oHti 

©-CHjO^gHSO, -<@>-OCHCNHHg>- (CH,* 

H 

o 

-> 



N NH 



HO-@-SO, OCHCNH-®- (CH,), 

Cli, 



BBP36D-190779 (15) 

9.5 f OOnol) <r> (U) £85g ( i5o«»vi) 

(75** 4- (p-.ho?!-^) *HR(/57 
BiODOiiol) OM^D^75^t 150mA 
ODMFCjSIULfc. C<D«d¥***ff T. 130 
•C<0»»J:-C mm* ttV^T 140*C<O«lJ8_t T 2 
*IUJ. 180"CO»f»i:r effrfUIAll* L . 

U. C Oft* x ^-A^»rt 4: 2N NiOHi»» 

*>^i.J:rte«Lfc<o*». ft m L , 
A^A^D^h^T^-f - ( *> u a Y * eoog . 

#m*^**y:|»M*f»iU»2:l ~ 1:1) IS* 
It. 7.6 g (45#) <n (I?) (R, =-CH 3 , 
R 2 = - C H 2 — (5) . 

R 3 =-(CH 2 ) 3 C 6 H r N0 2 )tl|t. 

^(CDCI 3 ) 
5 ( p p m ) : 2.40(3H, s) 1.8 ~3.3(1?H. 
.) 5.80(2H, *) 7.0~7.4<9H, •) 8.1(4H. 
n) 

7.6 g ( 13..ol) ^ (I?) UtOH 150 m £ 



£ SS ttMSOm A t <7)S^»«JC«W U 10l5rlM*> 
*fcfi»L*.* 100m o_*/R)*fcc7)*>^2y-A. 

rt, A y i» 0 d H f 7 7 < - ( C 'J * * * i<0 
g . tttli*^**:':i*M**-A'' s,:I > K * lt 
(K)(R,=-CH 3 ,R 2 = -CH ? — ®. n 3 
= _(C H 2 ) 3 C 6 H 4 NO ? ) 3.8g (7696) 

* * (CDC l 3 ) 
6 ( P P m) : 2.03(2H. ■) 2.44(311, s) 2.58 
~2.05(4H. ■ ) 5.02(2H. s) 5.20(1H. s) 7.04 
~7.40(7H. ») 8.04(2H. d. J-8.0) 
4 y t* * 7 A/ n '- 8 0 m A K B £ j& 1 8 g 

(0. 32.ol ) . HKL7 ^ l«3g (25 

■ io 1) 8roH4:Aux.-C»U<itfl ! L*^'b 
Sfc4K«K£6*T;>u&L*:. cn^fiiaftl 0.2 
m S. * Ad *. -C 30^) M J* B S U * . C n ^ !: ;V, - 
h a <* 18. Og (47.9».oO 4: 2P^> HO t>^ It t '> L V 



6 « * « 18 U O <> i** 1 * # * L * c n * 

fc. fittLt«4ltft7-r/<* ( (DC) (7)R 3 
= -<CH 2 ) 3 C 6 H 4 NH 2 ) 15. 8g (95%) 
* 19 . 

(CDC 1 3 ) 
6 ( p p m) : 1.95C2H, ■) 2.38(3H. s) 2.40 
^2.76(4H. ■) 3.36(2H. br) 4.97(2H. s) 

5.20(1H. s) 6.53C2H. .) 6.91(2H, .) 7.00 
- 7.38(5H. ») 

:07-'^^15.8g (45.7b»oI) tSfttt-* 
<7)«i^7y^:- 7 200m £ K Ho k It It L tt . cn 
^^K^J-'J^^ 2.6g (O.lUol ) $:'>Lf O 

/iD?t/t. :ni:tU<b7yt-')i»t'>Lf'3ADi 

fcfl)^-««ait7yti7t*iii/t. w 

t 2 n hc »«if-A,rtt 
/ttt»i^n«u^- «:»«:* r . r 7 * h 



7.8g (88%) tUfc. HA 199- 203 *C 
9 Y * 

(CDC l 3 + DMSO-d 8 ) 
S ( p p m) : 1.88(?H. br. qa inlet. J*- 7) 
2.41 (3H. ») 2.3~2.8(4H) 5.42(1H. *) 8.58 
(2H. d. J-8.5) 6.90(2H. d. J-8.5) 

255 (M* . 20% ) 1 38 ( 1 00) . 1 1 9(30) 
106(50) 

* r A, (KB r) 
3340 . 1805. 1507 . 1380 . 1270 c m " 1 
11 3.00 g (ll.7i.ol) ft 7 * > - * 'J * 50 
m il K * * . ;ni:N,N-^/fA'7H7: 
K25m A ****** TlfcttSK***^*** 

l*:. cnci^'i k (§-ch 2 o -<Qy- 

S 0 2 -<§>- OCH (n-C l0 H ?1 ) COC 1) 
7.19s (12. 9 bio I) 057-fc h - Y *) (20 
m S. ) *20#M-C«T L. ? * K20*)II8B* L 
♦ ?e»^±aail^ Dl > K0.72 g (0. I3booI) <7) 



WBBB60-190779 (1© 

7 * ► - ► ') (lOmil) * I0#»TWT U 

fc<0*>. 30*>ttll* ttlt fc. * 500 

n>fA,1l7U9UT\>ryyA - ( •> y a Y >U 
300 f . 1U A * d d * A/ i* : > 9 S - ^ s 60 
:!) 7.25g (80%) 0> 1_2 (H#) *» 

. 

X**)*rf*C (%) H (%) N (%) S (%) 
Jftttt 69.65 6.88 9. 02 4. 13 
68. 99 6.90 8.90 4. 07 
(FD) 776 (M* . b . P ) 
IAtt»M*^; ^ (CDC l 3 ) 
6 ( P P m) : 0.86 (3H. brt. J -7) 1.0-2.2 
(20H. •) 2.38(3H. s) 2.5~2.8(4H, a) 4.68 
(IH. brt. J-6) 5.05(2H. *)5.45(1H. ») 6.9 
~7.4(13H. b) 7.7 ~7.9(4H. a) 8.17(1H. s) 
11 .6(1H. br) 

3.3 g (4.3 ■■ol) '>-^(*12tTH F$0 

10%Pd/C 0.66? 



cn* 605UE<O**3BiaT. 60-CT 31* Mill J? 

. ->'J JDy'^AH^D^ ^77< - ( *> y 
/I Y /i/ 90 g .»lil**on*/H»: t- $ J A/ = 
1:0 -30:1) £ (ft L . 2.7g (92%) CO 13 * W 

£ U x ro . 

H ft < F D )■ 887 (M * + 2 . 50%) 

686 ( M * + 1 . 100) 
685 (M * . 30) 
4.25g (6. 20 mo!) Ol_3£ TH F 50 m A £ s 
9 n d / 9 V 100m A K Jto * . '-tiSirHafPLTtf 
WUfc. 795mg ( 5. 95bbo 1) O W - O o 

a 3 ^ o M 4 l K * Ad * . 1 5$) HI] ft iU r W ft L 
.,. . *rtfctt ( 150m A X 2) o <o *> A «i fH 
^ * ■> •> i> .h T fc« U . SB * & . > y A Y A* /J 
7i»^D^h^77^ - ( •> y a Y A/ lOOg . flV 
tl; Jft ? □ D * A/ i* : > ^ / — ;i/ = 50:1 — 30:1) 
ft U 1 4 4 . 04 g (90%) *EU<** U X Wfc. 
ft ft (FD) ???. 721. 7?0 (9:7:9) 
?20( b. p) 



7) ( iH^fc&fc 15 . 16(7>£rlfc) 



11 



CH, 



15 




CI 



N 



\ 



N NH 



16 



. I . 79 g ( T.OObboI) fcN,N-'/>f^7 
• KlSnftt7-fct^hy*30inftKJta&. fift 

C ( t C Slu^C.lljOClK n • C 4 H, ) C OC 1 ) 



700 



2.8 3 t <7.70»»ol) ort ^M*«» (»• 

ma) * i5#M*ir xm r t . * * nsotfiraai* 
? o ► ^ ? 7 < - (•> y *wioo s . » in * 

? o B** J» : / ? ' -*70:l) T 5) «* U . 15* 
3.12 ff (76%) B<*£ Ltfllfc. 

C (%) H (%) N (%) 
ff 1ft ** 73.81 8.77 11.95 

JN£tf 73.64 8.35 II. 93 

US«$iK'S*' < 7 ► * (CDC 1 3 ) 
6 ( p p m) : 0.50- 1.00(7H. a) 1.00- 2. 16 
(26H. ■) 2.44(3H. *) 2.46 ~2.80(4H. ■) 
4.66(IH. t. J-6.0) 5.44(1H. *) 6.90 -7.34 
<6H. ») 7.64CIH. d. J-9.0) 7.87<1H. br . 

3. 10 g (5.29«»ol) O 15 ^ T H F 50 m A t * i? 
? □ a A 9 S lOOmAKjox.. «llr«<tUt« 



8naJ6(HD0779 (17) 

(5.29i.ol) I Jtax., * h K lOfcflllllft u . * 
ft ( 150m A X 2) O<0*>. **mm-r* * *> ? 

A±r««IUfc. aiSftr-t > - ► •;****.* 
7 * * - ► «;*-ctt*Lfco*«*t. i?* 

g (73%) S# * ttflffc. 

X**>««C (%) H (%) N (%) CI (%) 

JfttftS 69.71 8. 12 1 1 .29 5. 72 

tt&tt 69.36 8.21 11.25 5.79 

tAaaK-a*'** * ccdc i 3 ) 

6 ( P p m) : 0.48- 1 .00 (7H. ■) 1.06- 2. 18 
(26H. ■) 2.45(3H. s) 2.48 -2.82(4H. ■) 
4.67(IH. t. J-6.0) 6.65(1H. d. J-8.5) 6.91 
- 7.34(6H. ») 7.87(1H. j) 




<£*W 8) 22. 17CO O ) 



15 



-» 21 



-> 22 



CA(CH^^-OCHCONH-®-(CHii NH C(CF 2 Vi 

n n rail 

CH 3 



2.93 g (5.0 0»»ol) (O 15* 25 m A (O ft* ft* K A' *- 
(5.00».ol) *«TU. II* IU]J*)T L fc . 

c n * . A soom A k •*>->< *J . tt ill t «: 
BHttL- * tfc L . * iE K K «fc tft L . 7 - - 
h d y <* 2 1 2.95g (86%) tW^HtlH. 

2.85 g (4.63«ol) 0) 7- i h D y #21 t x ^ 

, - so m a c * u . « * n w 5a k r a ft ft: 
i r /w M u fc . cnc. tfl <b SB • * * « • 38 g 



(23.1HOI) 0»iflft*«« (lOmi) *10#Rfl* 

itrM'Ktfc. * e>K30*>Rfla&**tt Ako t, . 

ftflUfc. :nU 150mA 
-C to ill L A: . #«xf 

i:"Cte* U * <?> L fc. CHT 7- 

c ^ 7 _ 7 £ j ft 22 * t' 'i S? 25 m A K iS W 

M9DUK[H(CF 2 ) s COCI] 2.15g 
(4.83«.ol) tiSTL. ? e> m(8]«tfLfc. 
cn*A 250m A iCit -f»fit^f-A,-Ctt* U fc. 
»«**»»* 2NlU«-Ct3fe^OCO*>*T«t^L 
• tt«^f-A,»**A««^^*>^^.h^^ 

>4r? 7 < - I50g . o d 

* /U /. : >^y-^*100:l ) rttOKLT. « til 
«l * B Hi «£W t • 1 ? 3-<3g (72%) t *\ ft . 
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fett*#*X'<' V *> (CDC I 3 ) 
6 ( P p m) : 0.52- 1.01 (7H. ■) 1.02-2.15 
(26H. ») 2.42<3H. t) 2.46 ~2.78(4H. ■) 
4.60<1H, t. J-8.0) 6 . 30 ( 1 H , tt. J-51.0. 
5.0) 7.45(1H. d, J-8.5) 6.85-7.38(611, ■) 
8.30(1H. brs) 10.0(1H. brs) !0.3(tH, brs) 

ft«A *3db ft III Id pMfc 



1990360-190779 (18> 

-r- «fc ^hj te « c e & ) 

0Q*J 5 9 *f- 1 0 nZo H 

1 . *ftaftft 

ivuo 5 9 «mj nrnm 4 5 e o 1 # 

2 . 36 w co * * 

* 7 / o ( 1 . 5 - b ] [1.2.4] 

3 . * £ * * a * 

* £ tr, W <li ** it (tl M A 

as # * ;il w m £ J* ft» * « 2 1 0 * 

* (520) »f5A7^tttA^tt 
ft** A 8 JT 

4 . ttJf A 

IH/Jf )lt^**SK«M2T814#6^ 

JK^1 0 3 ( 5 9 1 ) 7 3 8 7^ 
ft*( 7 6 4 3 )^± £ B9 3III3 

5 . « iE tf> 4 o> n f t e st 

6 . »ie k x y iBjto-r a^cp'CTXBf. o 



7 . Afi iT: CO N fc 9ili«<D r^.^;H<o«Utl(0 

fflj 24 </ r a 91 co SI HI * 2ft ill*) 
ffij 

8 . *fi ill co # 

( 1 ) ill tt » r n 51- & * co ft W j ct> i/i co & 41 * 

jw k o a y * if. -r * . 

( 2 ) «|J tt » co r £ 9] co =? m fx ?A »|J j to <9I co rkt * 
* K ft co A y ffi iE + S . 

1 ) »1 2^-f'l 4»fHfl) TCHj S O 4 G j 

2 ) 55 1 3 K - V Mf 0 co r h y r y - / ;u j 

U I. 



« & M * co % m 

( 1 ) ~»A 



©N N-B a 



( a + . r , it a % *?: i- . t a, * a, & . a » z a, 

* . 7 y - ;u M: X l± S ft 7 y - ■ /u # ^ ^ L . 

R 2 ti 7 JU * A/ j£ . H ft 7 A. * A, & . 7 y - a, « 
X 3. ft 7 y - a, « * * L . XaKfll^i 

t. ) 

A 

(R 3 CO) ? OX{i(CH 3 ) 3 CCOCR, 

I I 

P o 



( iK. «l' R 3 li A * K r- . 7 A, * A, m . 7 y ;u # 
X ii Z ft 7 y - /u ^ * t . ) 

? * h ? n zmm**j t t «.<fc tt i> 3 ^ r . - » 
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HH«J60-190779 (19) 



R .» y COB, 
l-R, 



«\»,co: 



( a * . Rj . r 2 a r 3 i* *« ai * m c a w * 

h o. ) 

t«b?ni 7-7«>^fl:if7*/D [i. 5- b) 

[ 1 , 2. 4) h»r/-*t:tt*C£t:tttt£*-* 
t' 7 / a [ l . 5 - b ) I ! , 2 . 4 J t V 7 / - * JM 

* <* o fi a . 

C 2 ) -ft A 



CH, 



( 3* 4» . R | li * * K ? , 7 ^ * * M . H 7 



R 2 liTilH*. Sfc7***A. 7 

r * *> £ n a h y7/-A,ft^^tN-7 « s it 



H 2 N ^H, 

* A • x 



.© 



X li fit ft * jjR 1- . ) 

Jt # <0 « W 3ft l'ii5l«oif7/D CI. 5- b) 

i». 2. 4) r - 

( 3 ) -ft* 



®*f N-R, 



( it 4' . R, li * * B* * , 7 * * /U M . 23 ft 7 A, 

7 - ^axiiaa 7 v - 4 < u . 

R 2 li 7 ;u * ;u # . «»7^^|, 7 'J - /u 
AUliflft 7 'J - X li fit W 4: * 

+ . ) 

■c^h?uiN-7 i / h v 7 y* <> u iu * • ft 
A 

(r 3 co) 2 o xii (ch 3 ) 3 ccoc n 3 

o o 

( A * R 3 li A * JSC f . 7 ^ ^ A- ^ , 7i ft 7 * 
* ;u ft . 7 "J - ^«XliSlft7 y - 4, ft * A\ 
t. ) 

r*fc;*n*l*»Ato£*JS{tlfiGJtfT. -ft 
*' COR, 

VVr, 

w 

Ri 



o. ) 

rSb?ni 7-7->^{btf7/o li. 5- b) 

I I . 2. 4] h l> 7 V" - A, * f# . Cn*«7'>/Uft 
«t. SxLtlKiUHALt. -ft* 

N NH 

H, 

( * . R | Sl V R 3 IKJ 3d £ PI C * 3* * *> . 
Y li A * W f i t li /j , ^*fft&*^*> 
t. ) 

t^?n4t'7y"D [ 1 , 5 - bill. 2 . 4 1 b y 
7 / -^Mbi^HU:U«ait4 f 7 y o 

( i . 5 - bin. 2 . 4 ) \- 7 y - j* # <n » a ;j 



( * 4> . R i . R 2 A V R 3 li #1 £ £ I") C .€t * 
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